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Connecting via Winsock to STN 



Welcome to STN International! Enter x:x 

LOGINID: sssptal202txn 

PASSWORD: 

TERMINAL (ENTER 1, 2, 3, OR ?):2 
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■k ■ 


NEWS 


1 






NEWS 


2 






NEWS 


3 


SEP 


09 


NEWS 


4 


OCT 


03 


NEWS 


5 


OCT 


04 


NEWS 


6 


OCT 


13 


NEWS 


7 


OCT 


17 


NEWS 


8 


OCT 


27 


NEWS 


9 


OCT 


27 


NEWS 


10 


OCT 


27 


NEWS 


11 


NOV 


14 


NEWS 


12 


NOV 


30 



Welcome to STN International 



Web Page URLs for STN Seminar Schedule - N. America 
"Ask CAS" for self-help around the clock 

ACD predicted properties enhanced in REGISTRY/Z REGISTRY 
MATHDI removed from STN 

CA/CAplus-Canadian Intellectual Property Office (CIPO) added 
to core patent offices 

New CAS Information Use Policies Effective October 17, 2005 
STN(R) AnaVist(TM), Version 1.01, allows the export/download 
of CAplus documents for use in third-party analysis and 
visualization tools 

Free KWIC format extended in full-text databases 

DIOGENES content streamlined 

EPFULL enhanced with additional content 

CA/CAplus - Expanded coverage of German academic research 
REGISTRY/Z REGISTRY on STN(R) enhanced with experimental 
spectral property data 



NEWS EXPRESS NOVEMBER 18 CURRENT VERSION FOR WINDOWS IS V8.01, 

CURRENT MACINTOSH VERSION IS V6.0c(ENG) AND V6.0Jc(JP), 
AND CURRENT DISCOVER FILE IS DATED 13 JUNE' 2005. 
V8.0 USERS CAN OBTAIN THE UPGRADE TO V8 . 01 AT 
http: //download. cas .org/ express/v8 . 0-Discover/ 

NEWS HOURS STN Operating Hours Plus Help Desk Availability 

NEWS INTER General Internet Information 

NEWS LOGIN Welcome Banner and News Items 

NEWS PHONE Direct Dial and Telecommunication Network Access to STN 

NEWS WWW CAS World Wide Web Site (general information) 



Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 

★ + STN Columbus 



FILE 'HOME* ENTERED AT 11:03:21 ON 01 DEC 2005 



=> file reg 

COST IN U.S. DOLLARS 



SINCE FILE TOTAL 
ENTRY SESSION 
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FULL ESTIMATED COST 



0.21 



0.21 



FILE 'REGISTRY* ENTERED AT 11:03:30 ON 01 DEC 2005 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2005 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 29 NOV 2005 HIGHEST RN 868943-57-1 
DICTIONARY FILE UPDATES: 29 NOV 2005 HIGHEST RN 868943-57-1 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH JULY 14, 2005 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

* ■*■ 

* The CA roles and document type information have been removed from * 

* the IDE default display format and the ED field has been added, * 

* effective March 20, 2005. A new display format, IDERL, is now * 

* available and contains the CA role and document type information. * 

* * 

Structure search iteration limits have been increased. See HELP SLIMITS 
for details. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http: //www. cas . org/ONLINE/UG/ regprops . html 



=> 

Uploading C:\Program Files\Stnexp\Queries\10725267a. str 

12 





8 10 



chain nodes : 

10 11 

ring nodes : 

123456789 12 
chain bonds : 
7-11 8-10 11-12 
ring bonds : 

1-2 1-6 2-3 2-7 3-4 3-9 4-5 5-6 7-8 8-9 
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exact/norm bonds : 

3-9 8-9 8-10 

exact bonds : 

2-7 7-8 7-11 11-12 

normalized bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 

isolated ring systems : 

containing 1 : 

Match level : 

l:Atom 2:Atom 3:Atom 4:Atom 5:Atom 6:Atom 7:Atom 8:Atom 9:Atom 10:CLASS 
11: CLASS 12: Atom 



LI STRUCTURE UPLOADED 

=> d 11 

LI HAS NO ANSWERS 
LI STR 




O 



Structure attributes must be viewed using STN Express query preparation. 



=> 

Uploading C:\Program Files\Stnexp\Queries\10725267b . str 

12 




chain nodes : 
10 11 

ring nodes : 

123456789 12 

chain bonds : 
7-11 8-10 11-12 
ring bonds : 

1-2 1-6 2-3 2-7 3-4 3-9 4-5 5-6 7-8 8-9 
exact/norm bonds : 
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3-9 8-9 8-10 

exact bonds : 

2-7 7-8 7-11 11-12 

normalized bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 

isolated ring systems : 

containing 1 : 

Match level : 

l:Atom 2:Atom 3:Atom 4:Atom 5:Atom 6:Atom 7:Atom 8:Atom 9:Atom 10:CLASS 
11: CLASS 12: Atom 



L2 STRUCTURE UPLOADED 



=> d 12 

L2 HAS NO ANSWERS 
L2 STR 




Structure attributes must be viewed using STN Express query preparation. 



=> 

Uploading C:\Program Files\Stnexp\Queries\10725267c. str 

12 




chain nodes : 
10 11 

ring nodes : 

123456789 12 
chain bonds : 
7-11 8-10 11-12 
ring bonds : 

1-2 1-6 2-3 2-7 3-4 3-9 4-5 5-6 7-8 8-9 
exact/norm bonds : 
3-9 8-9 8-10 
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exact bonds : 

2-7 7-8 7-11 11-12 

normalized bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 

isolated ring systems : 

containing 1 : 



Match level : 

l:Atom 2: Atom 3: Atom 4: Atom 5: Atom 6: Atom 7: Atom 8: Atom 9: Atom 10: CLASS 
11: CLASS 12: Atom 



L3 STRUCTURE UPLOADED 

=> d 13 

L3 HAS NO ANSWERS 
L3 STR 




O 



Structure attributes must be viewed using STN Express query preparation. 



=> s (11 or 12 or 13) sample 

SAMPLE SEARCH INITIATED 11:04:43 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 0 TO ITERATE 



100.0% PROCESSED 
SEARCH TIME: 00.00.01 



0 ITERATIONS 



0 ANSWERS 



FULL FILE PROJECTIONS: 



PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 



ONLINE ** COMPLETE** 
BATCH **COMPLETE** 

0 TO 

0 TO 



0 
0 



L4 



0 SEA SSS SAM (LI OR L2 OR L3) 



=> s (11 or 12 or 13) full 

FULL SEARCH INITIATED 11:04:48 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 7 TO ITERATE 



100.0% PROCESSED 
SEARCH TIME: 00.00.01 



7 ITERATIONS 



0 ANSWERS 



L5 



0 SEA SSS FUL (LI OR L2 OR L3) 



=> s pyridaz? and pyrrolidin? 



10/ 725,267 



137119 PYRIDAZ? 

528407 PYRROLIDIN? 

L6 1620 PYRIDAZ? AND PYRROLIDIN 

=> d scan 16 
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L6 1620 ANSVERS REGISTRY COPYRIGHT ZOOS ACS on STW 

IH 4-PlpertCUBel , l-{ I (3S,4B)-«- (2,4-iUf lnorci|>b0nyl)*l-(3-pyrtdait(qrl.}-3- 

pyrrol idlnyl 1 cuteayl ) -3 , 5-dlBtttliyl-4-pb«fiy 1- . 

|3a.4a,5a)- I9CZ) 
HF C28 R30 F2 H4 02 
CI OOH 

Absolute atereoehcQistry. 




••PROPERTY DATA AVAILABLE IN THE 'PROP' EORHAT^* 
HOW MANY MORS ANSWERS DO YOU WISH TO SCAN? (1) :0 
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=> s pyridaz? with pyrrolidin? 
137119 PYRIDAZ? 
1572826 WITH 
528407 PYRROLIDIN? 



L7 0 PYRIDAZ? WITH PYRROLIDIN? 



(PYRIDAZ? (W)WITH(W) PYRROLIDIN?) 



=> s pyridaz? same pyrrolidin? 
137119 PYRIDAZ? 

7 SAME 
528407 PYRROLIDIN? 
L8 0 PYRIDAZ? SAME PYRROLIDIN? 

( PYRIDAZ ? (W) SAME (W) PYRROLIDIN? ) 



=> file caplus 

COST IN U.S. DOLLARS 



SINCE FILE 
ENTRY 
369.05 



TOTAL 
SESSION 
369.26 



FULL ESTIMATED COST 



FILE 'CAPLUS* ENTERED AT 11:06:45 ON 01 DEC 2005 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2005 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 1 Dec 2005 VOL 143 ISS 23 
FILE LAST UPDATED: 30 Nov 2005 (20051130/ED) 

Effective October 17, 2005, revised CAS Information Use Policies apply. 
They are available for your review at: 

http : / /www. cas . org/ inf ©policy . html 



=> d his 



(FILE 'HOME' ENTERED AT 11:03:21 ON 01 



DEC 2005) 



FILE 'REGISTRY' ENTERED AT 11:03:30 ON 



01 DEC 2005 



LI 
L2 
L3 
L4 
L5 
L6 
L7 
L8 



1620 S PYRIDAZ? AND PYRROLIDIN? 



0 S PYRIDAZ? WITH PYRROLIDIN? 
0 S PYRIDAZ? SAME PYRROLIDIN? 



STRUCTURE UPLOADED 
OS (LI OR L2 OR L3) SAMPLE 
0 S (LI OR L2 OR L3) FULL 



STRUCTURE UPLOADED 



STRUCTURE UPLOADED 
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FILE 'CAPLUS' ENTERED AT 11:06:45 ON 01 DEC 2005 
=> s 16 

L9 523 L6 

=> s 19 and (pyrrolidinone or "oxo-pyrrolidinyl" ) 
11810 PYRROLIDINONE 
147277 "0X0" 

9989 "PYRROLIDINYL" 

22 "OXO-PYRROLIDINYL" 

("OXO" (W) "PYRROLIDINYL") 
LIO 14 L9 AND (PYRROLIDINONE OR "OXO-PYRROLIDINYL") 

=> d 110 1- ibib abs hitstr 

YOU HAVE REQUESTED DATA FROM 14 ANSWERS - CONTINUE? Y/{N):y 
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LIO ANSWER 1 OF 14 CAPLUS COPYRKaTT 2005 ACS on STM 
ACCESSION NUMBER: 2004:696342 CAPLUS 

DOCWIENT KUMBER: 141:22S302 

TITLE: Preparation of M-arylheterocycles as oelanin 

concentrating horwjne (MCH) antagonists. 
IHVENTOR(S): Schvink, Lothar; Stengelin. Siegfried: Gossel, 

Hatthiasf Botha*, Thoaast Heasler, Garhacd; Stahl. 

Pctraf Gretzk*. Dirk 
PATENT ASSIGHEE(S): AvenUs Pbarna Deutschland Giddl. Geraany 

SOURCE: PCT Int. Appl., 390 pp. 

OODEN: PIXXD2 
DOCUHEMT TYPE: Patent 
LANGUAGE: Geraan 
FAMILY AOC. NUM. COUNT: 1 
PATEin' IltFOmATIOH: 



PATENT NO. 




iQNO 


DATE 




APPLICATION NO. 




DATE 


VO 


2004072025 




A2 




2004 OS 26 


VO 2004-EP1342 




20040213 


TO 


200407202S 




A3 




20041223 










V: A£, AC, 


AL, 


AM, 


AT. 


AU, 


AZ. 


BA, BB, BG, .BR, BV, 


BY, 


BZ, CA, CH, 




CN, CO, 


CR. 


CU, 


CZ. 


. DE, 


DX, 


OK, DZ, EC, EE, EG, 


ES, 


FI. GB, GD, 




GE, GH, 


GM. 


HR, 


HU. 


ID. 


IL, 


IN, IS, JP, KE. KG, 


KP, 


KR. KZ, LC, 




LK, LR, 


LS. 


LT. 


LU. 


LV, 


KA, 


HO, KG, HK, MN, HW, 


MX, 


NZ, NA, NX 




Rtf: EH, GH, 


GM. 


XE, 


LS. 


K», 


HZ, 


SD, SL, 52, TZ, UG, 


ZH, 


ZV, AT, BE, 




BG, CH, 


CY. 


CZ. 


DE. 


OX, 


EE, 


ES, FI, FR, GB, GR. 


HU, 


IE. IT. LU. 




MC, NL, 


PT. 


K>, 


SE, 


SI, 


SK, 


TR, BF, BO, CF, CG. 


CI, 


CM. GA, GN, 




GQ, GV, 


HL. 


MR, 


NE, 


SN, 


TD, 


TG 






DE 


10306250 




Al 




20040909 


DE 2003-10306250 




20030214 


CA 


2516118 




AA 




20040826 


CA 2004-2516118 




20040213 


EP 


1597228 




A2 




20051123 


EP 2004-710808 




20040213 




R: AT, BE, 


CH, 


DE, 


DK. 


ES, 


FR, 


GB, GR, IT, LI, LU. 


NL, 


SE, MC, PT, 




IE, SI, 


LT, 


LV, 


FI, 


BO. 


MX, 


CY, AL, TR, BG, CZ, 


EE, 


HU, SK 


US 


2004220191 




Al 




20041104 


US 2004-779853 




20040217 



PRIORITY APPLN. INFO.: DE 2003-10306250 A 20030214 

US 2003-488545P P 20030718 

TO 2004-EP1342 V 20040213 

OTHER SOURCECS): HARPAT 141:225302 

GI 



RllKEX' 
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R6R7, R8R9 - Oi A. B, D, G - N, CR42; AB, DG • CR42; R42 - H, F, CI. Br, 
iodo, CF3, N02, cyano, 0CF3, alkojry, alkylthio, alkenyl, cycloaikyi, 
cycloalkoxy, cycloalkenyl, alkynyl. C02H, etc.i RIO - H, alkyl, alkenyl, 
alkynyl/ X - NRS2, O, bond, C:C, C.tplbond.C, etc.; R52 - H, alkyli E - 
(substituted) C3-14 carbocyclyl, heterocyclyl; K - bond, O, CH20, S, SO, 
00, C:C. C.tplboad.C. ctc.f Rll - B. alkyl. alkoxyaXkyl, alkenyl, alkynyl, 

3- 10 BCBbered (subatituted) nono-. bi-, tri- or apirocyclic ringi EXRll > 
(unaatd.) tricyclic ring> a, n • 0-2), vere prepd. Thus, 
N-Il-(4-aainophenyl)pyrrolidin-3-yl]piperidino was treated vith 
carbonyldiioidazole and then vith 4- (4-chlorophenyl)piperidine to give 

4- (4-chlorophenyl)piperidine-l-carboifylic acid [4-(3- 

(acetyloethylaBino)pyrrolidin-l-yl)phenyl] aside. The latter at 30 ag/kg 
orally in feaale NHHI aice reduced railk consusption by 64t. 
IT 748177-20-0? 

RL: PAC (Pharaacological activity)! SPN (Synthetic preparation); THU 
(Therapeutic use)) BIOL (Biological sttidy) i PREP (Preparation)! USES 
(Uses) 

(preparation of N-arylhecerocyclea aa KCH antagonists) 
m 748177-20-0 CAPLUS 

CN Benzanide, N-[4-[3- (dinethylaaino) -l-pyrroUdinyl] phenyl] -4-( (6-Bethyl-3- 
pyridazinyDoiry)- (9CI) (CA INDEX KAKE) 



PACE 1-A 



He 




O 



AB Title compds. [It Rl, R2 - H, alkyl, alkoxyalkyl, aryloxyalkyl. 

alkylcarbonyl, alkenylcarbonyl, etc.; R1R2N - atoms to form a 4-10 
membered mono-, bi-, or spirocyclic (substituted) ring; R3 • H, alkyl; R4, 
R5 - H, alkyl, OH, alkoKy, alkylcarbonyloxy, alkylthio; R6-R9 - H, alkyl; 
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I 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



INVENTOR (S) : 



PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 



2004:550948 CAPLUS 
141:106496 

Preparation of substituted l-piperidin-4-yl-4- 
pyrrolidin-3-yl-piperazine derivatives and their use 
as neurokinin antagonists 

Janssens, Frans Eduard; Sommen, Francois Maria; Oe 
Boeck, Benoit Christian Albert Ghislain; Leenaerts, 
Joseph Elisabeth 

Janssen Pharaaceutica N.V., Belg. 

PCT Int. Appl., 123 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



KIND DATE 



APPLICATION NO. 



TO 2004056799 




A2 


20040708 


TO 2003-EPS1041 




20031217 


TO 2004056799 




A3 


20040B12 












V: 


AE, 


AG, 


AL, 


AH, 


AT, AU, AZ, 


BA, BB, BG, BB, BV, 


BY, 


BZ, 


, CA, 


CH, 




CN, 


CO, 


CR, 


CU, 


CZ. DE, DX, 


DM. DZ, EC. EE, EG, 


ES, 


FI, 


, GB, 


GO, 




GE, 


GH, 


GM, 


HR, 


HU. ID, IL, 


IN, IS, JP, XE, KG, 


KP, 


KR, 


, KZ, 


LC, 




LK, 


LB, 


LS, 


LT, 


LU, LV, MA, 


HD, H6, HK, HN, HW, 


MX, 


HZ, 


> NI, 


NO, 




NZ, 


OH, 


PG. 


PH, 


PL. PT, BO, 


RU, SC, SO, SE, SG, 


SX. 


SL, 


- SY, 


TJ, 




TM, 


TN, 


TR, 


TT, 


TZ, UA, UG, 


US, UZ, VC, VN, YU, 


ZA, 


ZM, 


, ZV 




Rtf: 


BV, 


GH, 


GH, 


KE, 


LS. HW, MZ, 


SD, SL, SZ, TZ, UG, 


ZM, 


ZV, 


, AH, 


AZ, 




BY, 


KG. 


KZ, 


MD, 


RU. TJ, TH, 


AT, BE, BG. CH, CY, 


CZ, 


DE. 


, DX, 


EE, 




ES, 


FI, 


FR. 


GB, 


GR. HU, IE, 


IT, LU. HC. NL, PT, 


RO, 


SE. 


, SI, 


SK. 




TR, 


BF, 


BJ, 


CF, 


CG. CI, CM, 


GA, GN, GQ, GV, ML. 


MR, 


NE. 


, SN, 


TO. TG 


CA 2508657 






AA 


20040708 


CA 2003-2508657 




20031217 


EP 1581518 






A2 


20051005 


EP 2003-910849 




20031217 


R: 


AT, 


BE, 


CH, 


DE, 


DX, ES. FR, 


GB, GR, IT, LI, LU. 


NL, 


SE, 


, HC, 


PT, 




IE, 


SI, 


LT, 


LV, 


FI, RO, HK, 


CY, AL, TR, BG, CZ, 


EE, 


HU, 


, SK 




PRIORITY APPLN. 


INFO.: 






TO 2002-EP14831 




A 20021223 














TO 2003-EP51041 




V 20031217 



OTHER SOURCE (S): 
GI 



HARPAT 141:106496 
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AB Title coapds. I IQ - O or MR3» X - covalent bond. -0-, -S-, or -Hll3» Rl 
independently - Arl, Arl-alkyl» and di (Arl) -alleyli R2 - Ar2, Ar2-alkyl, 
di (Ar2) -alkyl Hetl, Hetl-alkylj R3 independently - H or alkyli Y - 
covalent bond, -CO-, -S02-. >C:C3m or X::NR, vherein R - H, CN or N02f H 
indepeiulently - covalent bond, (un) substituted- alkyl, - (un) saturated 
carbocycle; L - H, allcyloxy, Ar3ojcy, alkylamine, etc.; Arl - 
(un) substituted phenyl; Ar2 - (un) substituted naphthalenyl or Ph vith 
substituentCs) selected from halo, alJcyl, CN, aninocarbonyl, and alkyloxyi 
Ar3 > (un) substituted naphthalenyl or Ph with sub9tituent(9) selected fron 
halo, allcyl, CN, amino, alkyloxy, OH, pyridinyl, etc.; Betl • monocyclic 
heterocyclic radical selected from pyrrolyl, pyrazolyl, ioidazolyl, 
furanyl, etc.; o - 1 or 2 provided that if n > 2, then n - 1; n » 0-2; p - 
1-2; q - 0-1) and their pharmaceutical ly acceptable salts having 
neurokinin antagonistic activity, in particular NXl antagonistic activity, 
a condained NK1/NX3 antagonistic activity and a combined NK1/HX2/NK3 
antagonistic activity, their preparation. coqFins. comprising them and their 

use 

as a medicine, in particular for the treatment of schizophrenia, anxiety, 
depression, emesis and IBS are disclosed. Thus. e.g.. II vas prepared by 

reaction of (2R-tran3) l-[3,5-bis (trifluoromethyl)benzoyl] -2- 
(phenylmethyl) -4-(l-piperazinyl)piperidine (preparation given) and 
l-{phenylraethyl)-3-pyrrolidinone. The receptor binding values 
(pICSO) for the h-NKl ranges for all coo^s. according to the invention 
between 10 and 6. In view of their capability to antagonize the actions 
of tachykinins by blocking the neurokinin receptors, and in particular 
antagonizing the actions of substance P and Neurokinin B by blocking the 
NXl. NX2 and NX3 receptors, the co^xls. according to the invention are 
useful as a medicine, in particular in the prophylactic and therapeutic 
treatment of tachykinin-nediated conditions, such as, for instance CNS 
disorders, in particular schizoaffective disorders, depression, anxiety 
disorders, stress-related disorders, sleep disorders, cognitive disorders, 
personality disorders, eating disorders, neurodegenerative diseases, 
addiction disorders, mood disorders, sexual dysfunction, pain and other 
CN5-related conditions ; inflammation ; allergic disorders ; enesis ; 



UO ANSVER 2 OP 14 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 

gastrointestinal disorders, in particular irritable bowel syndrome (IB5)i 
skin disorders ; vasospastic diseases ; fibrosing and collagen diseases i 
disorders related to imsajoe enhancement or suppression and rheumatic 
diseases and body wt. control. 

IT 717924-Oe-ep 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation) f THU 
(Therapeutic use)* BlOt (Biological study) f PREP (Preparation)* USES 
(Uses) 

(stereoselective preparation of piperidinylpyrrolidinylpiperazines with 
tachykinin antagonist activity) 
RH 717924-OB-a CAPLUS 

CN Piperidine, I- {3. S-bis (trif luoromethyl) benzoylj -4- 14-(1- (6-methyl-3- 

p/ridazinyl) -3-pyrrolidinyl) -1-piperazinyl) -2- (phenyls* thyl) (2R, 4S) • 
(9CI) (CA INDEX NAHE) 

Absolute stercocheaistry. 




■CF3 



Lie ANSVER 3 OF 14 CAPLUS COPYRIGHT 2005 ACS on STN 
ACCESSION NUMBER: 2004:354948 CAPLUS 

DOCUMENT NUMBER: 140:357361 

TITLE: Preparation of pyrazol^ridazines as GSX-3 kinase 

inhibitors for treating Type II Diabetes 

INVENTOR(S): Dickerson, Scott Bokrardf Tavares, Francis Xavieri 

Zhou, Huiqiang 

PATENT ASSIGNEE (S) : Smithkline Beechara Corporation, USA 

SOURCE: PCT Int. Appl., 136 pp. 

CODENt PIXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE: EngUsh 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 



PATENT 


NO. 






KINO 


DATE 




APPLICATION NO. 




DATE 


VO 2004035588 




Al 




20040429 




WO 2003-US32473 




20031014 


V: 


AE. 


AG, 


AL, 


AM, 


AT. 


AU. AZ, 


BA. 


BB, B6. BR. BY. 


BZ. 


CA. 


CB. CN, 




CO. 


CR. 


CU, 


CZ, 


DE, 


OX, DM, 


OZ, 


EC, EE, BS, FI. 


GB. 


60. 


GE. GH, 




GM, 


HR, 


HU, 


ID, 


IL, 


IN, IS, 


JP, 


KE, KG, KP, KR, 


KZ, 


LC. 


LX. LR, 




LS, 


LT, 


LU, 


LV, 


HA, 


HD, KG, 


HK, 


KN, KV. MX. HZ, 


NI, 


NO. 


NZ, OM, 




PG, 


PH, 


PL, 


PT, 


RO, 
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PRIORITY APPLN. INFO. : US 2002-418 522P P 20021015 

VO 2003-US32473 V 20031014 

OTHER SOURCB(S): HARPAT 140:357361 
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(Therapeutic use) i BIOL (Biological study) t PREP (Preparation) > USES 
(Uses) 

(GSK3 inhibitor; prepn. of pyrazolopyridazines as GSK-3 inhibitors for 
treating Type II Diabetes) 
RN 551919-97-0 CAPLUS 

CN 2-PyrrolidinonB, l-(3-( (4-pyrazoloIl, 5-b]pyridazin-3-yl-2- 
pyrimidinyl) amino] propyl}- (9CI} (CA INDEX NAHE) 




RN 551920-35-5 CAPLUS 

CN 2-Pyrinidinamine. N-cyelapropyl-4-[6-(l-pyrrolidinyl)pyrazolo(l,S- 
b]pyridazin-3-yl]- (9CI) (CA INDEX NAHE) 



REFERENCE COUNT: 4 THERE ARE 4 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Title compds. I [wherein D - N, CH; Rl - (un) substituted hetero/aryli n - 
1 or 2f R2 - H, alk (en/yn)yl, haloalkyl, cycloalkyl, halo, heterocyclyl. 
hetero/aryl, CN, azido, N02. OH and derivs., C02H and derive., C0NH2 and 
derivs., NH2 and derivs. S(0)qH and derivs., etc.; q - 0-2; R3 - Qp-Ql; Q 
- 0, NH and derivs., S(0)q; p - 0 or 1; Ql - ar/cyclo/haio/alkyl, 
heteroaryl, (un) substituted aryl, etc.; their salts, solvates, and 
physiol. functional derivs.] were prepared as GSK3 kinase inhibitors for 
treating Type II Diabetes nellitus. For example, II vas prepared by 
cycloaddn. of l-aainopyridaziniun iodide (preparation given) vith 

3-butyn-2-one 

in CH2C12, reaction of the methylketone with DMF dl-tart-butylacetal in 
OMF, and cyclocondensatlon of the a, p-unsatd. ketone vith 
N-cyclopropylguanidine*0.5H2S04 (preparation given) in DHF in the presence 
of K2C03. I dispayed pIC50 values > 5.0 for the inhibition of GSK3 
kinase. 

IT 55l»l»-e7-0P, l-I3-{(4-Pyrazolo{l,5-b3pyridazin-3-yl-2- 
pyrifflidinyl) amino] propyl] -2-Fyrrolidiaoo» 551920-35-'5P 
. H-Cyclopropyl- 4 - { 6- ( 1 -py r rolidi nyl ) py r az olo { 1 , 5 -b) py r idazi n-3-yl]-2- 
pyriraidinaoine 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
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2004:143112 CAPLUS 
140:181457 

Preparation of phenylpyridarine derivatives as liQaads 
for GABA receptors 

Blackaby, Vesley Peteri Blurton, Peter; Burkaop, 
Franki Fletcher, Stephen Robert; Jennings. Andrevi 
Levis. Richard ThOBUiS» Macleod. Angus Murrayt Street, 
Leslie Joseph; Tfaoaas, Steve; Van Hiel. Monique Bodil; 
Vilson. Kevin 

Merck Sharp ( Dohiae Lioited, UK 

PCT Int. Appl., 127 pp. 

COOEN: PIXXD2 

Patent 

BngUsh 
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OTHER SOURCE (S): 
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4-Phenylpycidazines I {XI - H, halogen, alkyl, CF3, alkoxy; X2 - H, 

halogen; Z - H, halogen. CN. CH2CN, CF3. N02, OH, alkoxy, CHO, 

alkoxycarbonyl, (un) substituted aryl, heteroaryl, heteroarylalkoxy; Rl • 

H. hydrocarbon, heterocycUc, halogen, CN, C73, N02, 03SCF3. 

(un) substituted OH. SH. S(0)H, S02H, S02NH2, NH2. C02H. C0NH2. CBtNOH, 

acyl, aryl, heteroaryl; R2 - H. alkoxycarbonyl] were prepared for use as 

selective ligands for GABAA receptors, with particularly high affinity for 

the a2 and/or a3 and/or a5 subunit in the treatment of 

adverse conditions of the central nervous systeo. including anxiety, 

convulsions and cognitive disorders (no data). Thus, Et 

2. 3-diphenylcycloprop-2-enecarboxylate vas treated with CH2N2 to give Et 

3. 5-diphenylpyridazi ne-4 -carboxylate . 

SS0424-98«6P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(preparation of phenylpyridazine derivs. as ligands for GABA receptors) 
660424-98-6 CAPLUS 

(1.1* -Biphenyl) -2-carboni trile. 2* -f luoro-5' - [6- (2-oxo-l-pyrrolidinyl) -4- 
pyridazinyl) - (9CI) (CA IND£X NAME) 




REFERENCE COUNT: 



THERE ARE 16 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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2003:491232 CAPLUS 
139:69273 

Preparation of (pyrazolotl, 5- 

bJpyridazinyDpyrimidinandncs and analogs as cyclin 
dependent kinase inhibitors for treatment of cancer 
Harris, Phillip Anthony; Jung, David Kendall; Peel, 
Michael Robert; Reno, Michael John; Rheault, Tara 
Renae; Stanford, Jennifer Badiang; Stevens, Kirk 
Lawrence; Veal. Janes Marvin; Badiang, Jennifer G.; et 
al. 

Smithkline Beechaa Corporation, USA 

PCT Int. Appl., 134 pp. 
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Fused pyridazine derivs. 1 [wherein D - N or CH; Rl - H, alkyl. alkenyl, 
alkynyl, alkoxy, halo. CF3, OH, CN, SOO-2-alkyl, or NR4R5> R2 - H, 
(cyclo) alkyl. alkenyl. alkynyl. haloalkyl, halo, heterocyclyl. 
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(hetero)aryl. CN, N3, N02, 0R8, 0R6RS. R6R7, R6R11, OS02R9, SO0-2R10, 
C0R7, C02R7, C0NR4R5, NHR12C (NR4)NR4R5, OC0NR4RS, OC02R7, C(NR4)NR4R5, 
NR4R5, 0C0R7, or NR8COR8; R3 - QpQl; R4 and R5 - independently H, 
(cyclo) alkyl, or C0R9; or NR4R5 - heterocyclyl; R6 - (cyclo) alkylene, 
(cyclo) alkenyl one, alkynylene, or (hetero) arylene; R7 > H, (cyclo) alkyl. 
alkenyl. alkynyl, NR4R5, (hetero) aryl, aralkyl, heterocyclyl, SOO>2R10. 
C0R8, C02R8, CONR4R5, NHR12C (NR4)NR4R5, OCONR4R5, OC02R8, C(NR4)NR4R5, 
NR4R5. 0C0R7, or NR8COR8; R8 - H, (cyclo) alkyl, alkenyl. alkynyl, NR4R5. 
(hetero) aryl, aralkyl, heterocyclyl, or S02R9; R9 - (halo) alkyl; RIO • H. 
(cyclo) alkyl, alkenyl, alkynyl, NR4R5, (hetero) aryl, aralkyl, 
heterocyclyl, C0R8, 002RS, C0NR4R5, NHR12C(NR4 )NR4R5, OCONR4R5. 0002A8, 
C(NR4)NR4R5. NR4R5, or NR8C0RS> Rll - 0R7, OCONR4R5, OC02R7, or 0C0R7; R12 
- alkylene; Q - O, NR8, or SOO-2; Ql - (cyclo) alkyl, haloalkyl, 
(un) substituted aryl, heteroaryl, aralkyl, or R6NR4R5; n - 1-2; p - 0-1; 
and salts solvates, and physiol. functional derivs. thereof} were prepd. 
as cyclin dependent kinase (COX) inhibitors. For example, reaction of 
l-aiainopyridaziniun iodide with 3-butyne-2-one in the presence of XOH in 
H20 provided l-(pyrazolo[l, 5-b]pyridazin-3-yl) ethanone (69%). Coupling of 
the ethanone with DKF di-tert-Bu acetal afforded (2E)-3-(dimethylamino) -1- 
pyrazoloCl. 5-b]pyridazin-3-yl-2-propen-l-one (701), which was cyclized 
with N-cyclopropylguanidine»0.5H2SO4 in DMF to give II (751). The 
latter inhibited CDK4 and CDK2 with IC50 values of <0.1 mM and <l-0 
mM, resp. Thus, I are useful for the treatment of hype rprolife rati ve 
diseases, such as cancer (no data). 

IT 551919-87-OP, 1- [3- ( (4- (Pyrarolo[l, 5-bJpyridazln-3-yl) -2- 
pyrimidinyl] amino] propyl] -2-pyrrolldlDone 551920-35-SP 
. N-Cyclopropyl-4 - [6- { 1-py r rolidinyl) pyrazolo [ 1 , 5-b] pyridazln-3-yll -2- 
pyrimidinamine 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(CDK inhibitor; preparation of 
(pyrazolo(1.5-b] pyridazinyDpyrinidinanines 

and analogs as CDC inhibitors for treatment of cancer) 
RN 551919-87-0 CAPLUS 

CN 2-PyrroUdinone, l-[3-( (4 -pyrazolo [1, 5-b} pyridazin-3-yl-2- 
pyrimidlnyl) ami no] propyl)- (9CI) .(CA INDEX NAME) 



RN 
CN 



551920-35-5 CAPUJS 

2-PyrimidinaBd.ne, H-cyelopropyl-4-[6-(l-pyrrolidinyl)pyrazolo[l,5- 
b]pyridazin-3-yll- (9CI) (CA INDEX NAME) 



REFERENCE COUNT: 



THERE ARE 3 CITED REFERENCES AVAILABLE FOR THIS 
REOORO. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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Pyrazolopyridine cocpounda and pharDaceutical use 

thereof as adenosine receptor antagonists 

Akahane. Atsushi> Tanaka. Akirai Minagava, Maaatoshi; 

Itani, HiroBichii Ohtake, Hiroaki 

FUjisava Pharmaceutical Co., Ltd., Japan 

PCT Int. Appl., 149 pp. 
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Pyrazolopyridines I are disclosed (wherein: Rl - H, (un) substituted lower 
alkyl or cycloalkyl which nay be interrupted by an 0 or Nt R2 - H, halo, 
or lower alkoxyi R3 - independent substituent(s) > and n - 1 to 4i or a 
salt thereof] . The coapds. are adenosine antagonists, and are thus useful 
for the prevention and/or treatment of a wide variety of medical 
conditions, e.g., depression, dementia (e.g., Alzheimer's disease, 
cerebrovascular dementia, dementia accompanying Parkinson's disease, etc.) 
Parkinson's disease, anxiety, pain, cerebrovascular disease (e.g. stroke, 
etc.), heart failure, and the like. In particular, treatment of 
Parkinson's disease and/or associated synptoais is specifically claimed . 

330 example compds. are described. For instance, cyclization of 

1- aaiino-4-Dethoxypyridinium iodide with 3- (benzenesulfonyl) -6- 
(phenylethynyl)pyridazine, gave 3- (3-phenylsulfonylpyridazin-6-yl) -5- 
nethoxy~2-phenylpyrazolo[1.5-a]pyridine. This compound was hydrolyzed at 
the phenylsulfinyl group, and the resultant pyridazinone was N-alkylated 
with NaH/DHF and iso-PrI to give title conpound II. In radioligand binding 
assays, II had Ki values of 0.15 nH for human Al receptors and 1.38 AH for 
human A2A receptors. In an anticatalepsy test in mice, 6 tested example 
co!iipds. I at 3.2 ng/kg orally con^letely suppressed the cataleptic affects 
of haloperidol at 0.32 mg/kg i.p. 

40349O-32-4P, 5- (2- <1-Pyr rolidinyl) ethoxy] -3- (3-oxo-2-isopropyl- 
2, 3-dihydropyridazin-6-yl) >2-phenylpyrazolo[l, S- a] pyridine 

403490- S7-3P, 5- [2- (2-Oxo-l-pyr rolidinyl) ethoxy] -3- (3-oxo-2- 
isopropyl-2, 3-dihydropyridazin-6-yl) -2-phenylpyrazolo[l, 5-a] pyridine 
4034»l-4»-«», S- (l-PyrroUdinylcarbonyl) -3- {3-oxo-2-i3opropyl-2, 3- 
dihydropyrldazin-6-yl) -2-phenylpyrazolo[l, 5-a] pyridine 

403491- 02--»». N- 12- (1-PyrroUdinyl) ethyl) -3- <3-oao-2-isapriwl-2, 3- 
dihydropyridazin-6-yl) -2-phenylpycazolo[l, 5-a] pyridine-5-carboxamide 
«034»l-»4-l», 5-(l-PyrroUdinyl)-3-(3-oxo-2-isopropyl-2,3- 
dihydropyridazin-6-yl) -2-pyra20lo(l, 5-a]pyridinB 403493-08-3», 
5-(2-0xo-l-pyrrolidinyi)-3- (3-oxo-2-isop^opyl-2,3-dihydropy^idazin-6-yl)-2- 
phenylpyrazolo[l,S-a]pyridine 403493-46-9P. 6-[2-(l- 

Pyr rolidinyl) -2~oxoethoxy] -3- (3-oxo-2-isopropyl-2. 3-dihydcopyridazin-6-yl) - 

2- phenylpyrazolo[l, 5-a] pyridine 403494-39-37, 

(S)-5-t [2- (Hydroxymethyl)pyrcolidin-l-yl]carbonyl] -3- (3-oxo-2-isopropyl- 
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2, 3-dihydropyrldazin-6-yl) -2-phenylpyrazolo[l, 5-a] pyridine 
403494>57>5P. (S) -5- ( (2- <M«thoxymethyl)pyrcolidin-l-yl) carbonyl] -3- 
(3-oxo-2-isoprQpyl-2, 3-dihydropyridazln-6-yl) -2-phenylpyrazolo{l, 5- 
a] pyridine 403494-63-3P, (R) -5- [ [2- (Hethoicymethyl)pyrrolidin-l- 
yl] carbonyl} -3- (3-oxo-2-isopropyl-2,3-dihydropyridazin-6-yl) -2- 
phenylpyrazolo[l , 5-a] pyridine 

RL: PAC (Pharmacological activity)! SFN (Synthetic preparation) » THU 
(Therapeutic use); BIOL (Biological study)! PREP (Preparation)! USES 
(Uses) 

(drug candidate? prepn. of pyrazolopyridines as adenosine receptor 
antagonists) 
403490-32-4 CAPLUS 

3(2H) -Pyridazinone, 2- (1-methylethyl) -6-(2-phenyl-5-{2- (1- 
pyrroUdinyl)ethaxy]pyrazolo[1.5-a]pyridin-3-yl]- <9CI) (CA INDEX NAME) 



^^N— CH2-CH2-< 




403490-57-3 CAPLUS 

3 (2H) -Pyridazinone, 2- (1-methylethyi) -6- [5- (2- {2-oxo-l- 
pyr rolidinyl) ethoxy] -2-phenylpyrazolo[l, 5-a}pyridin-3-yl] - 
INDEX NAME) 




403491-49-6 CAPLUS 

PyrroUdine, l-( [3- [1,6-dihydro-l- (1-methylethyl) -6-oxo-3-pyridaziiiyl] -2- 
phenylpyrazolod, 5-a} pyridin-5-yl] carbonyl]- (9CI) (CA INDEX NAME) 
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O 




tat 403491-62-7 CAPLUS 

Oi Pyrazolo[l,S-a]pyridiRe-5-carboxaalcie. 3-[l,6-dihydro-l-|l-Bethylethyl)-6- 
o«o-3-pyridazinyI)-2-phenyl-N-[2-(l-pyrroUdinyl)ethyl}- (9CI) (CA INDBt 
HAKE) 



O 




RN 40349I-94-I CAPLUS 

CN 3 (2H} -pyridazinone. 2* (l-methyletliyl) -6- [ 5- (1 -|i/rroUdinyl)fiyrazolo[l, 5- 
alpyridin-3-yl]* (9CI) (CA INDEX NAME) 



O 




Rll 403493-08-3 CAPLUS 

CN 3(2H) -Pyridazlnone, 2- (1-Bwthylathylt -6- [5- (2-oio-l-pyrrolldinyl) -2- 
ph«nylpyrazolo{l,5-a]fiyridin-3-yl]- (9Ct) (CA INDEX NAME) 



LIO ANSVER 6 07 14 CAPLUS COPYHIGHT 2005 ACS on STH (Cootiund) 



O 




RN 403493-46-9 CAPLUS 

CN PycroUdine. (3-{1.6-dihydro-X- (l-iaBthylethyl)-6-oxo-3-pyridazinylJ-2 
phenylpyrazolo(1.5-a)pyridin-6-ylloityl acetyl]- (9CI) (CA INOB( NAME) 




i-Pr 



RN 403494-39-3 CAPLUS 

CN 2-PyrroUdinem«thanol, l-tt3-Il,6-dihydro-l- (1-methylethyl) -6-oxo-3- 

pyridazinylj -2-phenylpyrazolo[l, 5-a]pycidin-S-yl] carbonyl] -, (2S) - (9CI) 
{CA INDEX NAME) 

Absolute stereochemiatcy. 



O 




RN 403494-S7-5 CAPLUS 

CN Pyrrolidine, l-[(3-{l, 6-di hyd co-l-(l-Bethy le t hyl J-6-oxo-3-pyridazinyl)-2- 
phenylpyrazolo[l, S-a]pyridin-S-yI]cari>onyI] -2-(methoxynethyl) (2S) - 
(9CI) (CA INDEX NAHE) 



LIO ANSVER 6 OF 14 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
Absolute stereochemistry. 




RH 403494-63-3 CAPLUS 

CN Pyrrolidine, l-[ [3- [1, 6-di hydro- 1- (l-BBthylethyl)-6-oxo-3-pyridazinyl] -2- 
phenylpyrazolo{l, 5-s}pyridiR-5-yllcarbonyll -2- (nethoxyuathyl)-, (2R)- 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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pycrolidinones as Factor Xa inhibitors in prevention 
or treatment of thromboses, coronary artery disease, 
or cerebrovascular disease in mammals 

INVENTOR(S): Stein. Philip D.» Bisacchi, Gregory S.i Shi. Yam 

O'Connor, Stephen P.; Li, Chi 

PATENT ASSIGNEE(S) : Bristol-Hyers Squibb Company, USA 

SOURCE: PCT Int. Appl. , 284 pp. 

CODEN: PIXX02 

DOCUMENT TYPE: Patent 

LANGUAGE: English 

FAMILY AOC. NUM. COUNT: 1 

PATENT INFORHATIOM: 
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V 20000202 



OTHER SOURCE(S): HARPAT 133:164010 

GI 



10/ 725,267 

LIO AHSVER 7 OF 14 CAPLUS COPYRIGHT 2005 ACS on STN (Cootinucd) LIO ANSWER 7 07 14 CAPUIS OOPYRIGST 2005 ACS on STN (Continued) 




00-NM*2 XX 



AB Title chiral coapds. [It R - CN, C0NH2, COOCH2CH3, C0C6HS, S02NH2, 0Ca3, 
S02N(CH3)2, S02C3i3, arylsulfcnyl, heterocyclosulfonyl, (un)9i;bstituted Ph, 
heterocyclyl, heterocycleocarbonyl, alkoiiylcarbonyl, arylaninocarbonyli Rl 
> H, ar/lallcyl; R2 - altcyl, (un) substituted Ph, benzoheterocyclyl, 
cyclopentyl: R3 - heterocyclylamino, hetecocyclyl. alkoxy, 
cycloalkylanino, 0H> n - 0. 1, 2} , pharmaceutically acceptable salts, and 
ateceoisomrs are pred. as Factor Xa inhibitors and are useful as 
anticoagulants (no data). A method for treating cardiovascular diseases 
associated vith thro^dioaes is also prorvided. Thus, the title compound II 

was 

prepared 

IT 2S8075-69>4P 268079-55-0? 208080-02-4? 
288080-03-SP 

RL: SPN (Synthetic preparation)! THU (Therapeutic use)? BIOL (Biological 
study)! PREP (Preparation)* USES (Uses) 

(preparation of caprolactans as Factor Xa inhibitors in prevention or 
treatment of thromboses, coronary artery disease, or cerebrovascular 
disease in mammals) 
RN 288075-69-4 CAPLUS 

CN Pyrrolidine, 1- ( [ (3S} -3- ( [ (cyanoamino) { (2-Dethylimidazo(l, 2-b]pyridazin-6- 
yl) amino] methylene] amino] bexahydro-2-oxo-lH-azepin-l-yl] acetyl] - (SCI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 288079-55-0 CAPLUS 

CN Benzamide, N- [[[ (3S)-hesahydro-2-OKO-l-(2-o*o-2- (l-pyrroUdinyl) ethyl} -IH- 
azepin-3-yl)anino] ( (2-Bethylimidazo[1.2-b]pyridazin-6-yl)a]nino]iMthylene]- 
(SCI) (CA INDEX NAME) 

Absolute stereochemistry. 




O 



RN 288080-02-4 CAPLUS 

CN 4-Pyridazinecarboxamide, 3, 6-dichloro-N- ( {{ (3S) -hexahydro-2-oxo-l-(2-oKO-2- 
(1-pyrrolidinyl) ethyl] -lH-azepin-3-yl) amino) ( (2-oethyl-5- 
benzofuranyl) amino] methylene)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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CI 




RN 288080-03-5 CAPLUS 

CN 3-Pyridazinecarboxamide, N-[ ( [ (3S)-he«ahydro-2-aso-l-[2-o»o-2- (1- 
pyrrolidinyl) ethyl] ~lH-azepin-3-yl] amino] ( (2-methyl-5- 
benzofuranyl) amino] methylene] -1.6-dihydro-6-oso- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 
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The title eonpria. (li Z • (un) substituted Ph, benzodioxolone, pyridine. 
etc.» n. n ■ 1-3 j Y - (un) substituted Qi2Ph, indol-3-yil, useful 
antidepressant agents deoonst rating potent inhibition of 5-HT reuptake, 
were prepared Thus, reacting 1- (benzodiojiol-5-yl) -4-piperidone (preparation 
given) with 4- (Z-bromo-S-fluorobenzyDpiperidine and KaBH(QAc)3 in THF and 
AcOH ov«c 4A sieves afforded 37% ll. cospds. I are effective at S-20 
og/kg/day. vhen adainistered orally. 
2BM6»-17-B» 

RL: BAC (Biological activity or effector, except adverse)) 6SU (Biological 
study, unclassified)} SPN (Synthetic preparation)! TRU (Therapeutic use); 
BIOL (Biological study): PREP (Preparation); USES (Uses) 

(preparation of cyclic aai no- substituted N-aryl or N-heteroaryl cyclic 

aoines as antidepressants) 
286469-17-B CAPLUS 

Pyridazine, 3'[4-[3-{ (2-broaophenyl)Bethyl] -l-pyrrolidinylj -l-piperidinyij - 
6>chlQro- (9CI) (CA INDEX MAKE) 



Jr ^ 
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CAPUIS OOPYRIGRT 2005 ACS on STH 
1999:571815 CAPLUS 
131:214191 

Preparation of 3- (heterocyclyloethoxy) pyridines as 
nicotinic cholinergic agonists 

Afareo, Helwyn A.; Gunn, David E.i Lin, Nan-Horng: 
Garvey, David S.t Bolladay, Hark V.i lather. Keith B. 
hktoott Laboratories, USA 

U.S., 45 pp., Conc.-in-part of U.S. Ser. No. 391,749. 
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OTHER SOURCE(S): MARPAT 131:214191 

AB R1Z1CH20Z2R2 (I; Rl - H, alkyl, allylf R2 - H, CI, F, alkylr 21 - 

azetidine-, pyrrolidine-, or pipcridine-1, 2-diylt Z2 - (un) substituted 
pyridine-3,2-diyl] were prepared Thus, (R) -l-methyl-2-pyrrolidinemethanol 
was etherified by 3-hydroxypyridine to give (R) -HeZlCH20Z2H (Zl - 
pyrrolidine-l,2-diyl, 22 - pyrldine-3,2-diyl) . Data for hiol. activity of 
I were given. 

IT 22B856-93-7P aZBaSS^sa-OP 228857-07-69 
22B8S7-10-1P 22B857-38-3P 

RL: BAC (Biological activity or effector, except adverse) » BSU (Biological 
study, unclassified) I SPN (Synthetic preparation)! THU (Therapeutic use)* 
BIOL (Biological study); PREP (Preparation)! USES (Uses) 

(preparation of 3- (heterocyclylnethosy) pyridines as nicotinic cholinergic 
agonists) 
RN 226856-93-7 CAPLUS 

CN Pyridazine. 3-chloro-6-( [ (2R) -l-nethyl-2-pyrrolldliiyl]methoity] - (9CI) (CA 
INDEIC NAME) 
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Absolute stereocheraistry. Rotation {*) . 



^N 



RN 228856-96-0 CAPLUS 

CN Pyridazine, 3-chloro-6- ( ( (2S) -l-aethyl-2-pyrrolidinyl] nethoxy] - (9CI) (CA 

INDEX NAME) 

Absolute stereochemistry. 
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CRN 228856-96-0 
CMF CIO H14 CI N3 O 



Absolute stereocheioistry. 



XX, 



^ ■> ^ 



XI, 



228857-07-6 CAPLUS 

Pyridazine, 3-chloro-6-[[ {2R)-l-Bethyl-2-pyrrolidinyl]methaxyl- 
ethanedioate (1:1) (9CI) (CA INDEX NAME) 



CRN 228856-93-7 
CMF CIO HI 4 CI N3 O 



Absolute stereochemistry. Rotation (+). 

CI ^H. 

^ ^ He 



CRN 144-62-7 
CMF C2 H2 04 



CRN 110-17-8 
CMF C4 H4 04 

Double bond geonetry as shown. 
/xB^C02H 



RN 228857-38-3 CAPLUS 

CN Pyridazine, 3- ( [ (2S) -l-Dethyl-2-pyrrolidinyl]Dethoxy] -. dihydrochloride 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



#2 HCl 

REFERENCE COUNT: 



17 THERE ARE 17 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



0 O 
li II 
HO-C-C-OH 



RN 228857-10-1 CAPLUS 

CN Pyridazine, 3-chloro-6- [ [ (2S) -l-methyl-2-pyrrolldinyl] nethoxy] - 
(2E)-2-butenedloate (1:1) (9CI) (CA INDEX NAME) 
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1994:483247 CAPLUS 
121:83247 

Unexpected foroation of l-aid,no>4.4, 5,5-t•t^aB•tllyl-3- 
(5,5,6, 6-tetrasethyl-l, 4«S,6-Cetrafaydropyridazin-3- 
yl)pyrroiidin>2'One 
Vos9, Jurgaiti Rocske. Rudigsr 

tost. Org. Chea. , Univ. Kai^rg, Raidiurg, D-20146, 
Geraany 

Zeitschrift fu«c Naturforschung. 
(1994), 49(5), £72-4 
CODEN: ZNBSEN.- ISSN: 0932-0776 
Journal 
EngUsh 

CASREACT 121:83247 
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Cbeaical Sciences 



^ ^^ ^^ Me A^^^X^^* 



The title compound I is forced on reaction of octamethyldi3piro[2. 1. 2. 1] octa 
ne-4.8-dione (II) with hydrazine. Its structure is established by x-ray 
diffraction anal. 
15«434>e4-9P 

RL: PRP (Properties); SPN (Synthetic preparation); PREP (Preparation) 

(preparation and crystal structure of) 
156424-84-9 CAPLUS 

2-Pyrrolidinone, l-anino-4 , 4,5, 5- tet rainethyl-3- (1 , 4. S, 6- tetrahydro-5, 5. 6, 6- 
tetramethyl-3-pyridazinyl)- (9CI) (CA INDEX NAME) 
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119:117098 

Preparation of 2-pyrrolldli»on«-3-acetate3 

and analogs as cell aggregation inhibitors 

Austel, Vollchard; Eiserc. Volfgang: Hioselsbach, 

Frank; Lioz, Guenter; Mueller, Thooaei Pieper, Helaiti 

tfeieenbergcr, Johannes 

Thoaae, Or. Xarl, G.m.b.H. , Geraany 

Eur. Pat. Appl., 73 
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US 1992-929870 


Bl 19920814 



OTHER SOURCE (S): 



HARPAT 119:117098 




He 



Afi EYAX1X2X3X4X5B [A - (substituted) bivalent (oxo) alley leneimi no: B - NH2, 
C(:NH)NH2, NHC(:NH)NH2. etc.; E - C02H, alkoxycarbonyl, etc.; XI - bond, 
alkylene; X2 - bond, O. NH, 502NH. etc.; X3, X5 - (hetero) cycloalkylene, 
(hetero)arylene, etc.; X4 - bond, O, CH2, CO, NH, etc.; X3X4X5 - 
phenylene, (CH2)3-5, etc.; Y - alkylene, NHCH2, 0CH2, etc.] were prepared 
Thus, 4 -(5-cyano-2-pyridyl) phenol (preparation given) was condensed vith 



LIO ANSVER 11 OF 14 CAPUJS COPYRIGHT 2005 ACS on STN (Continued) 

(3S,5S)-3-{(tert-butylo>cycarbonyl)nethyl] -5- [ (methanesulf onylosy) nethyl] -2- 
pyrrolldlnona and the product converted in 2 steps to title 

coopd. (3S,SS)-I vhich had E050 of 0.06 fiM against collagen-induced 

platelet aggregation in vitro. 
IT 149354-16-5P 149354-18-7P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation and reaction of, in preparation of cell aggregation 
inhibitors) 

RN 149354-16-5 CAPLUS 

CN Benzonitrile, 4-(6-[ (5-oko-I- (3-phenylprapyl) -4- (2-pr^>enyl)-2- 
pyrroUdinyl]Bethoxy)-^-pyridazinyl] (2S-tran9)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



H: 




RN 149354-18-7 CAPLUS 

CN Benzoni trile. 4- (6- ( [ [5-oxo-l- (3-phenylpropyl) -4- (2-propenyl) -2- 

pyrrolidinyl]Bethyl] amino] -3-pyridazinyl]-. (2S-trans)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




IT 1.493S4-58-5P 149354-59-«P 149354-S0-97 
149354-61-OP 149354-82-lP 14»3»4-7«-7P 

149354- 77-ep 149354-78-9P 149354-79-OP 

149355- 32-8P 1493S9-39-9P 1499S9-37-3P 
14935S-38-4P 1493S5-39-SP 149355-41-9P 
i4935S-43-lP 1493S5-S3-3P 149367-94-4P 
149377-23-lP 149377-24-2P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); BIOL (Biological 
study); PREP (Preparation) 

(preparation of, as cell aggregation inhibitor) 
RN 149354-58-5 CAPLUS 
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CN 3-Pyrrolidineacetic acid, 5- [ [ [6- (4- (aoiinoiDiinoniethyljphenyl] -3- 

pyridazi nyl}oxy] methyl] -2-oxo-l- (3-phenylpropyl) (3S-trans)- (9CI) (CA 

INDEX NAME) 

Absolute stereochemistry. 




RN 149354-59-6 CAPLUS 

CN 3-Pyrrolidineacetic acid, 5- [ [ [6-{4- (aminoirainomethyl) phenyl] -3- 

pyridazinyl] ami no] me thy 1] - 2 - oxo- 1 - ( 3 -phe ny Ip r opy 1 (3S-tran3)- (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 149354-60-9 CAPLUS 

CN 3-Pyrrolidineacetic acid, S-{ { { {6- (4- (aminoiminomethyl)phenyl] -2,3-dihydro- 
3-oxo-4-pyridazinyl]carbonyl}amino]methyl]-2-oxo-. (3S-trans)- (9CI) (CA 

INDEX NAME) 

Absolute stereochemistry. 
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RN 149354-61-0 CAPLUS 

CN 3-Pyrrolidlneacetic acid, 5-[ ([(6-(4- (aBiRoiBiROa«thyl)ph«nyl)-2,3-diliydro- 
2-Bethyl-3-oxo-4-pyridazinyl}carbonyl] amino] iMthyl)-2-0)iO-, OS-trans) - 
(9CI> (CA INDEX NAME) 

Absolute 9tar«ocbemistcy. 



Me 




LIO AHSVER 11 OF 14 CAPLUS COPYRIGIfr 200S ACS on STN (Contimiad) 




NH 



RN 1493S4-76-7 CAPLUS 

CN 3 -Pyrrolidine ace tic acid, S-[((6-{4-(aainoiiainOBethyl)phenyl]-3- 
pyridazinyl] any] oethyl] -2-oxo-l- (3-phenylprqpyl) -, oethyl ester, 
Bonohydrochloride, (3S-trans)- (9CI) (CA INDEX NAME) 

Absolute scereocheaistry. 




RN 1493S4-62-1 CAPLUS 

CN 3-Pyrrolldin«aeetic acid, 5-{{ [{6<[4- (aminoininoaethyDphenyl] -2,3-dihydro- 
3'Oxo-4 -pycidazlnyl] carbonyl] amino] methyl] -2-aiio-l- (3-phenylpropyI) 
(3S-trans)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



• HCl 

BN 149354-77-8 CAPLUS 

CN 3-Pyrrolidineacetic acid, 5-[[{6-{4-(aninoiminomethyl)phenyl]-3- 
pyridazinyl] amino] methyl] -2-oxo-l- (3-phenylpropyl) -, methyl ester, 
monohydrochloride, (3S-trans)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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• HCl 



RN 149354-78-9 CAPLUS 

CN 3-Pyrrolidineacetic acid, 5- [ [ [6- [4- (aminoiminometllyl)phe^yl]-^- 
pyridazinyl]amino]Dethyl}-2-oxo-, methyl ester, monohydrochloride, 
(3S-trans)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



NH 




NH2 



• RCI 



RN 149354-79-0 CAPLUS 

CN 3-Pyrrolidineacetic acid, 5-[ ( [ [6-[4-(aminoiminomttthyl)phenyl)-2,3-dihydro- 
3-oxo-4-pyridazinyl] carbonyl] amino] methyl] -2-oso-l- (3-phenylpropyl) -, 
methyl ester, monohydrochloride, (3S-trans)- (9CI) (CA INDEX NAME) 

Absoluts stereochemistry. 
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NH 



• HCl 



RN 149355-32-8 CAPLUS 

CN 3-Pyrrolidineacetic acid, 5- [ [ [6- (4-cyanophenyl) -3-pyrldazinyl] oxy] methyl] 
2-oxo-l- (3-phenylpropyl)-, (3S- trans)- (9CX) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 149355-33-9 CAPLUS 

CN 3-Pyrrolidineacetic acid, 5- (( [6- (4-cyanophenyl) -3- 

pyridazinyl} ami no] methyl] -2-oxo-l- (3-phenylpropyl)-, (3S-tran3) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 149355-37-3 CAPLUS 

CN 3-Pyr rolidlneacetic acid, S- ( [ (6- (4-cyanophenyl) -3-pyridazinyl] oxy] methyl] 
2-oxo-l- (3-phenylpropyl)-, methyl ester, (3S-trans)- (9CI) (CA INDEX 
NAME) 
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Absolute atereochenistry. 




RN 149355-38-4 CAPLUS 

CN 3-PyrroUdineacetic acid, 5- [ [ {6- (4-cyanophenyl)'■^- 
pyrida^inyllaaino}nethylJ -2-oxo-l- (3-phenylpropyl)-, eethyl ester, 
OS-trans) - (9C1) (CA INDEX HAME) 

Absolute stereochenistry. 




m 1493S5-39-5 CAPLUS 

CN 3>Pyrrolidineacetic acid. 5-[ [ [6- (4-cyanophenyl) -3- 

pyridazinyl) afflino} methyl] -2-OXO-, methyl ester. (3S'trans)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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RN 149355-53-3 CAPLUS 

CN 3-Pyrrolidineacetic acid, 5- [[[ [6- (4-cyanophenyl) -2, 3-dihydro-3-oxo-4- 
pyridazinyllcarbonyl]aBino]nethyl] -2-oxo-l- (3-phenylpropyl)-, methyl 
ester, OS-trans) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 149367-96-4 CAPLUS 

CN 3-Pyrrolldineacetic add, S-[ [ [6-[4- (aainoiminamethyl)phenyl]-3- 
pyEidazinyl] amino]methyll -2-oso-, (3S-trana)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



NH 




NH2 



RN 149377-23-1 CAPLUS 

CN 3 -Pyrrolidine ace tic acid, 5- { {( {6- [4- (aainoiainomethyl) phenyl] -2, 3-fJihydro- 
3-oxo-4-pyridazinyl] carbonyl] amino] methyl] -2-OXO-. methyl ester, 
monohydroehloride, (3S-trans)- (9CI) (CA INOEX NAME) 
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RN 149355-41-9 CAPLUS 

CN 3-Pyrrolidineacetic acid, 5-C (( (6- (4-cyanophenyl) -2, 3-dihydco-3-oxo-4- 

pyridazinyl]carbonylJ amino] methyl] -2-OXO-, cwthyl ester, OS-trans)- (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 1493SS-43-1 CAPLUS 

CN 3-Pyrrolidineacetic acid, 5-[ [[ (6- (4-cyanophenyl) -2. 3-dihydro-2-methyl-3- 
axo-4'pyridazinyl}carbonyl]aBino]methyl]-2-oxo-', aetbyl ester, (3S-trans)- 
(9CI) (CA INOEX NAHE) 

Absolute stereochemistry. 
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PAGE 1-A 

NH 




NH2 



PAGE 2-A 

• HCl 

RN 149377-24-2 CAPLUS 

CN 3-Pyrcolidineacetic acid, 5- [ [ ( [6- (4- (aminoiminomethyl) phenyl] -2, 3-dihydro- 
2-methyl-3-oxo-4-pyridazinyl] carbonyl] amino] methyl] -2-oxo-, nathyl ester, 
monohydroehloride, (3S-tran9)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




NH 



• hci 



Absolute stereochemistry. 
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110 ANSVEB 12 or 14 
ACCESSION NUMBER: 
DOCIMEMT NUMBER: 
TITLE; 



CORPOMTE SOURCE; 
SOURCE: 



DOCUMENT TYPE; 

LANGUAGE: 

GI 



CAPLUS aSPYRIGHT ZOOS ACS on STH 
1992:557539 CAPUIS 
117:157539 

Characterization of polyaorpbs and solvates of 
3-aaino~l-(e-trifluorc»«tliylphenyl) -6-Betliyl-lB- 
pyridazin-4-one 

Chauvat, Alaint Masse, Jacquclinei Ribat, Jean Paul* 
Bigg, Oennisf Autin, Jean Hariei Maurel, Jean Louist 
Patoiseau, Jean Prancoisi Jaud, Joel 
Lab. Chia. Gen. Miner., Fac. Pbara.. Kontpcllier, 
34100, Fr. 

Journal of Pharnaceutical Sciences (1992), Bl(8). 
836-41 

CODEN: JPNSAEi ISSN: 0022-3549 

Journal 

EngUsh 
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CRN 872-50-4 
CHF C5 H9 N O 



NH2 



The characterization of two polyiaorphs of the title compound F-2692 (I) by 
DSC, NNR spectroscopy, themograviRetry, the moaicroscopy, IR 
spectroscopy, and K-ray diff ractometcy is described. Both polynorphs are 
crystalline, with form being more stable at temps. <160*. The thermal 
behavior was studied at different rates of heating, and the enthalpies of 
transition vere calculated from DSC data. The transformation of aqueous 
suspensions of form I to the water-stable form II is described, and the 
heats of solution and intrinsic aqueous dissoln. rates of both polymorphs 

dete rained F'2692 also formed solvates vith DMSO and l-ciethyl-2- 
pyrrolidlnona. The solvates vere studied by the rmog ravine try, 
OSC, and IR spectroscopy. 
14355«-ia-5» 

RL: PRP (Properties); SPN (Synthetic preparation)* PREP (Preparation) 

(preparation and properties of) 
143556-16-5 CAPLUS 

4 (IH) -Pyridazinone, 3-amino-6-oethyl-l- 13- (trif luoroaethyDphenyl] 
con^. vith l-nethyl-2-pyrrolidinone (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 133220-91-4 
CHF C12 HIO F3 N3 O 
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ACCESSION NUMBER; 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1987:617646 CAPLUS 

107:217646 

Preparation of diazinylpiperidines as psychoanaleptic 
agents 

Mattson, Ronald J.; Yevich, Joseph P. 

Bristol-Myers Co.. USA 

Fr. Demande, 30 pp. 

CODEN: FRXXBL 

Patent 

French 

2 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


FR 


2584408 


Al 


19870109 


FR 


1986-9666 


19860703 


FR 


2584408 


Bl 


19890602 








ZA 


8604594 


A 


19870225 


ZA 


1986-4594 


19860619 


FI 


8602830 


A 


19870109 


FI 


1986-2830 


19860703 


FI 


88300 


B 


19930115 








FI 


88300 


C 


19930426 








BE 


905061 


Al 


19870107 


BE 


1986-216887 


19860707 


DX 


8603239 


A 


19870109 


DK 


1986-3239 


19860707 


DX 


170441 


Bl 


19950904 








NO 


8602729 


A 


19870109 


NO 


1986-2729 


19860707 


NO 


167389 


B 


19910722 








NO 


167399 


C 


19911030 








SE 


8603026 


A 


19870109 


SE 


1986-3026 


19860707 


SE 


462491 


B 


19900702 








SE 


462491 


C 


19901025 








AU 


8659787 


Al 


19870115 


AU 


1986-59787 


19860707 


AU 


595215 


B2 


19900329 








GB 


2177692 


Al 


19870128 


GB 


1986-16504 


19860707 


GB 


2177692 


82 


19890712 








NL 


8601763 


A 


19870202 


NL 


1986-1763 


19860707 


HU 


41405 


A2 


19870428 


HU 


1986-2835 


19860707 


HU 


199455 


B 


19900228 








CH 


671579 


A 


19890915 


CH 


1996-2740 


19860707 


IL 


79351 


Al 


19900319 


IL 


1996-79351 


19860707 


CA 


1272725 


Al 


19900814 


CA 


1986-513196 


19860707 


DE 


3622842 


Al 


19870305 


DE 


1986-3622842 


19860706 


DE 


3622842 


C2 


19960829 








JP 


62070371 


A2 


19870331 


JP 


1986-160672 


19860708 


JP 


04005675 


B4 


19920203 








CN 


86104681 


A 


19870527 


CN 


1986-104681 


19860708 


CN 


1012364 


B 


19910417 








ES 


2000476 


A6 


19880301 


ES 


1986-190 


19860708 


AT 


8601852 


A 


19920815 


AT 


1986-1852 


19860708 


AT 


395850 


B 


19930325 









PRIORITY APPLN. INFO.: 



US 1985-753006 
US 1986-868468 



19850708 
19860530 



I For diagran(8), see printed CA Issue. 

B The title conpds. [If Rl - H, Cl-4 alkyl; R2 - (un) substituted 

pyridazinyl, pyrimidinyl, pyrazinyl: X - CH2CH2, Z - CH2» X - 1,2-C6H4, 
- CH2, CO] vere prepared as psychoanaleptic agents. 

- (4-Pyridinylmethyl) -2- 

pyrrolidlnoae {prepared from 4- (chloromethyl) pyridine and 2- 
pyrrolldlaene] was hydrogenated over Pt20 in RCl/EtOH to give the 
corresponding piperidine derivative which was stirred 14 h with 
2,4-dichloropyrinidine in DHF containing Na2C03 to give 
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[(pyrimidinylpiperidinyl) methyl) }pyrrolldlnoM II. At 0.5 mg/kg 

s.c. and orally II suppressed electroconvulsive shock-induced amnesia in 

mice. 

111247-41-7P 111247-53-lP 

RL: BAG (Biological activity or effector, except adverse)* BSU (Biological 
study, unclassified); SPN (Synthetic preparation}} TKU (Therapeutic use) t 
BIOL (Biological study) » PREP (Preparation)! USES (Uses) 

(preparation of. as psychoanaleptic agent) 
111247-41-7 CAPLUS 

2-Pyrrolidinone, 1- [ (1- (6-chloro-3-pyrldazlnyl) -4 -piperidinyl] methyl] - 
(9CI] (CA INDEX NAME) 




RN 111247-53-1 CAPLUS 

CN 2-Pyrrolidinone, 1- [ [1- (S, 6-dichloro-4-pyridazinyl) -4-piperidinyl] methyl] - 
(9CI) (CA INDEX NAME) 
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fJCCESSlOH NIWBER: 
DOCUMEKT NUMBER: 
TITLE: 

R(S): 



PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY f£C. NUM. COUNT: 
PATENT INFORMATION: 



1936:497487 CAPLUS 
105:97497 

4, 5-Dihydro-3{2H) -pycidazinones 
Zoller. Gerhard) Beyerle. Rudii Just, 
Helaut; Piero, Hartoranai 
Cassella A.^G.. F«d. Rep. Gtr. 



PATENT NO. 


OE 


3434680 


US 


4816454 


DX 


8504171 


FI 


8503519 


JP 


61085367 


EP 


175363 


EP 


175363 


EP 


175363 




R: AT, 


AT 


49594 


ES 


547169 


AU 


8547661 


2A 


8507225 


HU 


40646 



PRIORI TY APPLN. INFO. 



Melitta; 
Nitz, Rolf Eberhard 



G«r. Of fen., 32 


COOEN; 


GinOCBX 


Patent 




Gensan 




2 




KIND 


DATE 


Al 


19860403 


A 


19890328 


A 


19860322 


A 


19860322 


A2 


198604 30 


A2 


19860326 


A3 


19870311 


Bl 


19900117 


OE. FR. 


, GB. IT. 


E 


19900215 


Al 


19860316 


Al 


19860410 


A 


19860528 


A2 


19870128 



APPLICATION NO. 



DE 


1984- 


■34 34680 




19840921 


US 


1985- 


775420 




19850912 


DX 


1985- 


■4171 




19850913 


FI 


1985- 


■3519 




19850913 


JP 


1985-204564 




198S091B 


EP 


1985-111838 




19850919 


> u 


i. NL, 


SE 






AT 


1985- 


-111838 




19850919 


ES 


1985- 


547169 




19850920 


AU 


198 5- 


47661 




19850920 


ZA 


1985- 


7225 




19850920 


HU 


1985- 


-3555 




19850920 


DE 


1984- 


-3434680 


A 


19840921 


DE 


1985- 


-3522193 


A 


19850621 


EP 


1985- 


111838 


A 


19850919 
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RL: BAC (Biological activity or effector, except adverse) t BSU (Biological 
study, unclassified)! SPN (Synthetic preparation); THU (Therapeutic use) J 
BIOL (Biological study); PREP (Prcparatlcn) t USES (Uses) 

(prepn. of, as cardiovascular ageat) 
103876-73-9 CAPLUS 

3(2B)-PyridaziRone. 4. S-dihydro-S-nethyl-S-M-fZ-oxo-l- 
pyrroUdinyDphenyl] - (9CI) (CA INDEX MAKE) 




103876-76-2 CAPLUS 

3(2H)-PyridaziDOne, 4. S-<lihydro-6-[4- (Z-oHo-l-pyrroUdinyl) phenyl] - (9CI) 
(CA INDEX NAME) 




103876-78-4 CAPLUS 

Urea, N- [2- (2-oiio-l-pyr roUdinyl) ethyl) -N* - [4- (1, 4, 5, 6-tetrahydro-4-D«thyl- 
6-oso-3-pyrldazinyl) phenyl)- (9CI} (CA INDEX NAME) 



H 




AB The title coapds. [I; R • substituted Ph, (un) substituted benzosazinyl. 
pyrrolyl. pyrazolyl, indolyl» Rl, R2 - H, allcyl] vera prepared as 
cardiovascular agents (no data) . Thus, 1 -phenyl- 2-pyrroXldlnoo* 
underwent Friedel-Craf t acylation with raethylraaleic anhydride and the 
resulting butenoic acid derivative (691 yield) was reduced vith Zn dust in 
HOAc to give 461 (pyrrolidinylphenyl)butanoate II. This was reflexed in 
EtOH with N2H4.H20 to give 81% I (R - 4- (2-OKO-l-pyrroUdinyl) phenyl. Rl - 
He, r2 • H] . Tablets were prepared each containing I 50, lactose 150. white 
cornstarch 230, polyvinylpyrrolidone IS, and Hg stearate 5 mg. 

IT 103S7«-73-»» 103876-76-2P l(l3«76-78-4r 
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=> d his 

(FILE 'HOME' ENTERED AT 11:03:21 ON 01 DEC 2005) 
FILE 'REGISTRY' ENTERED AT 11:03:30 ON 01 DEC 2005 



LI STRUCTURE UPLOADED 

L2 STRUCTURE UPLOADED 

L3 STRUCTURE UPLOADED 

L4 0 S (LI OR L2 OR L3) SAMPLE 

L5 OS (LI OR L2 OR L3) FULL 

L6 1620 S PYRIDA2? AND PYRROLIDIN? 

L7 OS PYRIDAZ? WITH PYRROLIDIN? 

L8 OS PYRIDAZ? SAME PYRROLIDIN? 

FILE 'CAPLUS' ENTERED AT 11:06:45 ON 01 DEC 2005 

L9 523 S L6 

LIO 14 S L9 AND ( PYRROLIDINONE OR "OXO-PYRROLIDINYL") 



=> log y 



